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We claim: 




group; 



-SCH 2 S-, 
-SCH 2 0-, 
-OCH2S-, 
rSCH^CH^S-, 
-SCH2CH2O-, or 
-OOJ 2 CH 2 S-; 

wherein one opR 1 , R 2 , R 3 and R 4 must be Cl-C3-alkoxy or Cl-C3-alkylthio 
R 5 , R 6 , R 7 , and R 8 a\e independently 

Cl-C6-alkyl, 

C3-C6-alkenyl, 

C3-C6-cycloalkyl, 

phenyl or substituted phenyl, wherein the phenyl is substituted with 
one or two substituents, Cl-C3-alkV halogen (F, CI, Br), R u O-, CF 3 -, 
R ,4 0 2 S-, R 14 OS-, R 14 CO, R 14 C0 2 -, R\ 4 0 2 C-, R 14 CONH-, R 14 NHCO; or 
R 5 and R 6 taken together can be C3-C6-^ycloalkyl; 
R 7 and R 8 taken together can be C3-C6-cyb|oalkyl; 
R 9 is 

R 15 R 16 NCO-, 
R 15 R 16 NCS-, 
R ,5 R 16 N(CR 17 )-, 
R ,7 OCO-, 
R ,5 CO-, 

R ,5 R 16 NCH 2 CO-, 
R ,4 0 2 C-(CH 2 ) n -, 
R 15 R ,6 NCO-(CH 2 ) n -, 
NC-(CH 2 ) n -, 
H, 

Cl-C6-alkyl, 
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C3-C6-alkenyl, or 
C3-C6-cycloalkyl; or 
d R 9 taken together can be 
V-(CH 2 ) m CH 2 (R 15 )NCO. ? 

^CH 2 ) m CH 2 OCO- 5 or 
-(CH 2 ) m CH 2 CH 2 CO-; 
R 10 and R u are independently 
H, 

R 15 R 16 Nv 
R 15 R 16 N(CR^ 
R 14 HNCO-, or' 
R 14 CONH-; 

R 12 is 

H, 

halogen (F, CI, Br), 
HO, 
R 13 0-, 
R 15 R 16 N-, 
Cl-C3-alkyl, 
CF 3 , 

R 14 C0 2 -, 

R 14 CO-, or 

R 14 CONH-; 
R 13 is Cl-C3-alkyl; 
R 14 isHorCl-C3-alkyl; 
R 15 and R 16 are independently 

H, 

Cl-ClO-alkyl, 
C 1 -C6-perfluoroalkyl, 
C3-C10-alkenyl, or 
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C3-C6-cycloalkyl; or 
R 15 and R 16 taken together can be C3-C6-cycloalkyl; 
' 17 is Cl-C6-alkyl, C3-C6-alkenyl, or C3-C6-cycloalkyl; 
n i\ 1 to 6; 
m is Gl to 2; 

and pharmaceutically acceptable salts thereof; 
wherein Rs° and R 1 1 cannot be both H. 

2. The compound of claim 1 of Formula I wherein 
one of four substituentkof R 1 , R 2 , R 3 and R 4 must be Cl-C3-alkylthio group or Cl- 
C3-alkoxy group, the otnfer substituents are independently H, R 13 0-, R 13 S-, halogen 
(F, CI, Br), orCl-C3-alkyl; 

R 2 and R 3 taken together can b\-SCH 2 S-, -SCH 2 0-, or -OCH 2 S-; 
R 9 is 

R 15 R 16 NCO- 5 
R 15 R 16 NCS-, 
R 15 R 16 N(CR 17 )-, 
R 17 OCO-, 
R 15 CO-, or 
H; 

R 10 and R 11 are independently H, H2N-, or CH3CONH-; and pharmaceutically 
acceptable salts thereof. 

3. The compound of claim 2 further comprising pharmaceutically 
acceptable carrier. 

4. The compound of claim 3 in a dosage form comprising a therapeutically 
effective amount of the compound for treating a disorder in patient associated with 
excessive activation of the a-amino-3-hydroxy-5-methyl-4-isooxazoleproprionic 
acid (AMP A) subtype of the ionotropic excitatory amino acid (EAA) receptors. 

5. The compound of claim 2 of Formula I selected from the group consisting 

of 




399422 



39 



iYM 1 14 



l-(4-Aminophenyl)-3 5 5-dihydro-4-methyl-3-acetyl-7-methoxy-5//-2,3- 
ben^todiazepine, l-(4-Aminophenyl)-3 5 5-dihydro-4-methyl-3-acetyl-8-methoxy-5//- 
2,3 -benzodiazepine, l-(4-Aminophenyl)-3 J 5-dihydro-4-methyl-3-methylcarbamoyl- 

7- methox\5//-2,3-benzodiazepine, l-(4-Aminophenyl)-3,5-dihydro-4-methyl-3- 
ethylcarbamoYl-7-methoxy-5//-2,3-benzodiazepine, l-(4-Aminophenyl)-3,5- 
dihydro-4-methW3-propyk l-(4- 
Aminophenyl)-3,5Mihydro-4-methyl-^^ 

benzodiazepine, l-(4^minophenyl)-8-amino-3,5-dihydro-4-methyl-3-acetyl-7- 
methoxy-5 J W-2,3-benzoakLzepine, l-(4-Aminophenyl)-8-amino-3,5-dihydro-4- 
methyl-3-methylcarbamoyK7-methoxy-5//-2,3-benzodiazepine, l-(4-Aminophenyl)- 

8- amino-3,5-dihydro-4-meth^\3-ethylcarbamoyl-7-methoxy-5//-23 
benzodiazepine, 1 -(4-Aminophenyl)-8-amino-3,5-dihydro-4-methyl-3- 
propylcarbamoyl-7-methoxy-5//-2,3^benzodiazepine, l-(4-Aminophenyl)-8-amino- 



3,5-dihydro-4-methyl-3-butylcarbamoyl-7-methoxy-5//-2,3-benzodiazepine, l-(4- 
Aminophenyl)-3,5-dihydro-4-m 1- 
(4-Aniinophenyl)-3,5-dihydro-4-met^ 



benzodiazepine, l-(4-Aminophenyl)-3,5-dihyd^-4-methyl-3-ethylcarbamoyl-8- 
methoxy-5//-2,3-benzodiazepine, l-(4-Aminophenyl)-3,5-dihydro-4-methyl-3- 
propylcarbamoyl-8-methoxy-5//-2,3-benzodiazepin^ l-(4-Aminophenyl)-3,5- 

dihydro-4-methyl-3-butylcarbamoyl-8-methoxy-5//-2^-benzodiazepine, l-(4- 

\ 

Aminophenyl)-7-aminoO , 5 -dihydro-4-m 



benzodiazepine, 1 -(4-Aminophenyl)-7-amino-3,5-dihydro-4rmethyl-3- 

methylcarbamoyl-8-methoxy-5/?-2,3 -benzodiazepine, l-(4-Aminophenyl)-7-amino- 

3,5-dihydro-4-methyl-3-ethylcarbamoyl-8-methoxy-5//-2,3-benzodiazepine, l-(4- 

\ 

Aminophenyl)-7-amino-3,5-dihydro^ 

2,3-benzodiazepine, l-(4-Aminophenyl)-7-amino-3 5 5-dihydro-4-metft\yl-3- 
butylcarbamoyl-8-methoxy-5//-2,3-benzodiazepine, l-(4-Aminophenyl\3,5- 
dihydro-4-methyl-3-acetyl-7-methylthio-5//-2,3-benzodiazepine, l-(4- 
Aminophenyl)-3,5-dihydro-4-methyl-3-methy^^^ 

benzodiazepine, l-(4-Aminophenyl)-3,5-dihydro-4-methyl-3-ethylcarbamoyl-7\ 
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Mnethylthio-5//-2,3-benzodiazepine, l-(4-Aminophenyl)-3,5-dihydro-4-methyl-3- 
prooylcarbamoyl-7-methylthio-5//-2 J 3-benzodiazepm^ l-(4-Aminophenyl)-3,5- 
dihyd^4-methyl-3-butylcarbamoyl-7-meto^ l-(4- 
AminoplWyl)-8-amino-3,5-dihydro-4-meto^ 

benzodiazepine, 1 -(4-Aminophenyl)-8-amino-3,5-dihydro-4-methyl-3- 
methylcarbamoyt7-methylthio-5//-2 ? 3-benzodiazepine, l-(4-Aminophenyl)-8- 
amino-3,5-dihydro-\-methyl-3-ethyk^ 

benzodiazepine, l-(4-Aminophenyl)-8-amino-3,5-dihydro-4-methyl-3- 
propylcarbamoyl-7-methyhhio-5//-2,3-benzodiazepine, l-(4-Aminophenyl)-8- 

amino-3,5-dihydro-4-methyl^butylcarbamoyl-7-methylthio-5//-2 5 3- 
benzodiazepine, l-(4-AminopheWl)-3 ? 5-dihydro-4-methyl-3-acetyl-8-methylthio- 
SH-2,3 -benzodiazepine, 1 -(4- Aminophenyl)-3 ,5 -dihydro-4-methyl-3 - 
methylcarbamoyl-8-methyltWo-5//-2,3Vbenzodiazepine J l-(4-Aminophenyl)-3,5- 
dihydro-4-methyl-3-ethylcarbamoyl-8-methylthio-5//-2,3-benzodiazepine l-(4- 
Aminophenyl)-3 , 5 -dihydro-4-methyl-3 -propylcarbamoyl-8-methylthio-5//-2,3- 
benzodiazepine, l-(4-Aminophenyl)-3,5-dihydror4-methyl-3-butylcarbamoyl-8- 
methylthio-5//-2,3-benzodiazepine, l-(4-Aminopn^nyl)-7-amino-3,5-dihydro-4- 
methyl-3-acetyl-8niiethylthi^^ 

3,5-dihydro-4-methyl-3-methylcarbam 1- 
(4-Aminophenyl)-7-amino-3,5-dihydro-4-methyl^^ 

5//-2,3-benzodiazepine, l-(4-Aminophenyl)-7-amino-3,5-dihwo-4-methyl-3- 
propylcarbamoyl-8-methylthio-5//-2,3-benzodiazepine, and 1 -(4-^minophenyl)-7- 
amino-3,5-dihydro-4-methyl-3-butylcarbamoyl-8-methylthio-5//-2,\ 
benzodiazepine. 

6. The compound of claim 5 further comprising a pharmaceutical!^ 
acceptable carrier. 

7. The compound of claim 6 in a dosage form comprising a therapeutically 
effective amount of the compound for treating a disorder in a patient associated w^th 
excessive activation of the a-amino-3-hydroxy-5-methyl-4-isooxazoleproprionic 
acid (AMP A) subtype of the ionotropic excitatory amino acid (EAA) receptors. 
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\ 8. The compound of claim 1 further comprising a pharmaceutical^ 
acceptable carrier. 

V 9. The compound of claim 8 in a dosage form comprising a therapeutically 
effective^amount of the compound for treating a disorder in a patient associated with 
excessive actuation of the a-amino-3-hydroxy-5-methyl-4-isooxazoleproprionic 
acid (AMP A) subtype of the ionotropic excitatory amino acid (EAA) receptors. 

10. A method for treating a patient having a disorder associated with 
excessive activation of the a-amino-3-hydroxy-5-methyl-4-isooxazoleproprionic 
acid (AMP A) subtype o^the ionotropic excitatory amino acid (EAA) receptors, the 
method comprising administering to the patient, in an effective amount to alleviate 
the symptoms of the disorder^ compound of Formula I: 




wherein 



R\R 2 , R 3 andR 4 are independently 
H, 
HO, 
R 13 0-, 

halogen (F, CI, Br), 

Cl-C3-alkyl, 

CF 3 , 

R 14 C0 2 -, 
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group; 



R'^OQONH-, 
R ,4 0 2 S^ 
R 14 OS-, or\ 
R 15 R 16 N-; or' 

R 1 and R 2 , or R 2 and R^Spr R 3 and R 4 taken together can be 
-SCH 2 S-, 
-SCHjO-, 
-OCH2S-, 

— SCH2CH2S-, 

-SCH2CH2O-, or 
-OCH2CH2S-; 

wherein one of R 1 , R 2 , R 3 and R 4 must be (\l-C3-alkoxy or Cl-C3-alkylthio 

R 5 , R 6 , R 7 , and R 8 are independently 
H, 

Cl-C6-alkyl, 

C3-C6-alkenyl, 

C3-C6-cycloalkyl, 

phenyl or substituted phenyl, wherein the phenyl is substituted with 
one or two substituents, Cl-C3-alkyl, halogen (F, CI, Br), R I3 0r, CF 3 -, 
R 14 0 2 S-, R 14 OS-, R ,4 CO, R 14 C0 2 -, R 14 0 2 C-, R ,4 CONH-, R 14 NH€0; or 
R 5 and R 6 taken together can be C3-C6-cycloalkyl; 
R 7 and R 8 taken together can be C3-C6-cycloalkyl; 

R 15 R 16 NCO-, 




R 9 is 
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R 15 R 16 NCS-, 
R I5 R I6 N(CR 17 )-, 
^ 7 0C0-, 

rNx>-, 

r 15 rHnch 2 co-, 

R 14 0 2 C-fcH 2 ) n -, 
R 15 R 

NC-(CH 2 ) n -, 
H, 

Cl-C6-alkyl, 
C3-C6-alkenyl, or 
C3^C6-cyeloalkyl; or 

R 8 and R 9 taken together can be 
-(CH 2 ) m CH 2 (R l5 )NCO-, 
-(CH 2 ) m CH 2 OCO-, or 
-(CH 2 ) m CH 2 CH 2 CO-; 

R 10 and R 11 are independently 
H, 

R ,5 R ,6 N-, 
R 15 R ,6 N(CR 17 )-, 
R 14 HNCO-, or 



R'^is 



R 14 CONH-; 



halogen (F, CI, Br), 

HO, 

R ,3 0-, 

R 15 R ,6 N-, 

Cl-C3-alkyl, 

CF 3 , 
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R 13 is 



R 14 C0 2 -, 
R 14 CO-, or 
R 14 CONH-; 
-C3-alkyl; 
R 14 isHoVl-C3-alkyl; 

_. __ independently 

\ 

Cl-ClO-al&yl, 

Cl-C6-perfluoroalkyl, 

C3-C10-alkenyl^ 

C3-C6-cycloalkyl; or 
R 15 and R 16 taken together cakbe C3-C6-cycloalkyl; 
R 17 is Cl-C6-alkyl ? C3-C6-alkenyl,orC3-C6-cycloalkyl; 
n is 1 to 6; 
m is 0 to 2; 

and pharmaceutical^ acceptable salts thereof; 

wherein R 10 and R 1 1 cannot be both H, 
in combination with a pharmaceutical^ acceptable ckrrier 

11. The method of claim 10 wherein, in the compound of Formula I, 
one of four substituents of R 1 , R 2 , R 3 and R 4 must be Cl-63-alkylthio group or CI- 
C3-alkoxy group, the other substituents are independently HKR 13 0-, R 13 S-, halogen 
(F, CI, Br), orCl-C3-alkyl; 

R 2 and R 3 taken together can be -SCH 2 S-, -SCH 2 0-, or -OCH 2 S\ 
R 9 is 

R 15 R 16 NCO-, 
R 15 R 16 NCS-, 
R 15 R 16 N(CR 17 )-, 
R ,7 OCO-, 
R 15 CO-, or 
H; 
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R IU and R'^arrrodea^idei^ly H, H 2 N-, or CH3CONH-; and pharmaceutically 
acceptable salts thereof. ^^^^ 

12. The method of claim 1 1 wherein the disorder is selected from the group 
consisting of neurological, neuropsychological, neuropsychiatry, neurodegenerative, 
neuropsychopharmacological and functional disorders. 

13. SThe method of claim 1 1 wherein the compound of Formula I is selected 
from the groujr^onsisting of 

l-(4-Aminq3^enyl)-3,5-dihydro-4-methyl-3-acetyl-7-methoxy-5//-2,3- 
benzodiazepine, l-(4-A , minophenyl)-3,5-dihydro-4-methyl-3-acetyl-8-methoxy-5//- 
2,3-benzodiazepine, l-(4-AF^inophenyl)-3,5-dihydro-4-methyl-3-methylcarbamoyl- 

7- methoxy-5i/-2,34>enzodiazqwne, l-(4-Aminophenyl)-3,5-dihydro-4-methyl-3- 
ethylcarbamoyl-7-methoxy-5/f-2,3^benzodiazepine, l-(4-Aminophenyl)-3,5- 
dihydro-4-methyl-3-propylcarbamoyPs7-methoxy-5//-2,3-benzodiazepine, l-(4- 
Aminophenyl)-3 9 5-dihydro-4-methyl-3-autylcarbamoyl-7-methoxy-5^-2,3- 
benzodiazepine, l-(4-Aminophenyl)-8-amino-3,5-dihydro-4-methyl-3-acetyl-7- 
methoxy-5//-2,3-benzodiazepine, l-(4-Amino^ienyl)-8-amino-3,5-dihydro-4- 
methyl-3-methylcarbamoyl-7-methoxy-5//-2,3-benzodiazepine, l-(4-Aminophenyl)- 

8- amino-3,5-dihydro-4-methyl-3-ethylcarbamoyl-7-methoxy-5^-2,3- 
benzodiazepine, 1 -(4-Aminophenyl)-8-amino-3,5-dihydro-4-methyl-3- 
propylcarbamoyl-7-methoxy-5//-2,3-berizodiazepine, l-(4-i^minophenyl)-8-amino- 
3,5-dihydro-4-methyl-3-butylcarbamoyl-7-methoxy-57/-2,3-benzodiazepine, l-(4- 
Aminophenyl)-3,5-dihydro-4-methyl-3-acetyl-8-methoxy-5//-2,3Vbenzodiazepine, 1- 
(4-Aminophenyl)-3,5-dihydro-4-methyl-3-methylcarbamoyl-8-metlWy-5//-2,3- 
benzodiazepine, 1 -(4- Aminophenyl)-3 , 5 -dihydro-4-methyl-3 -ethylcarbfcmoyl-8- 
methoxy-5//-2,3-benzodiazepine, l-(4-Aminophenyl)-3,5-dihydro-4-metlWl-3- 
propylcarbamoyl-8-methoxy-5//-2,3-benzodiazepine, l-(4-Aminophenyl)-3, 
dihydro-4-methyl-3-butylcarbamoyl-8-methoxy-5//-2,3-benzodiazepine, 1 -(4- 
Aminophenyl)-7-amino-3,5-dihydro-4-methyl-3-acetyl-8-methoxy-5//-2,3- 
benzodiazepine, 1 -(4-Aminophenyl)-7-amino-3,5-dihydro-4-methyl-3- 
methylcarbamoyl-8-methoxy-5//-2,3-benzodiazepine, l-(4-Aminophenyl)-7-amino- 
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3,5Mihydro-4-methyl-3-ethy^ l-(4- 
AminOThenyl)-7-amino-3,5-dihydro-4-methyl-3-propylcarbamo 
2,3-benzodiazepine, l-(4-Aminophenyl)-7-amino-3 5 5-dihydro-4-methyl-3- 
butylcarbambivl-8-methoxy-5i/-2 5 3-benzodiazepine 5 l-(4-Aminophenyl)-3,5- 
dihydro-4-metl^-3-acetyl-7-methylthio-5//-23-benzodiazepin^ 1 -(4- 
Aminophenyl)-3,5^hydro-4-methyl-3-methylcarbamoyl-7-methylth^ 
benzodiazepine, l-(4-Aminophenyl)-3 ? 5-dihydro-4-methyl-3-ethylcarbamoyl-7- 
methylthio-5//-2,3-benzo^iazepine 5 l-(4-Aminophenyl)-3,5-dihydro-4-methyl-3- 
propylcarbamoyl-7-methyltnio-5//-2,3-benzodiazepine 5 l-(4-Aminophenyl)-3,5- 
dihydro-4-methyl-3-butylcarbaraoyl-7-methylthio-5//-23-benzodiazepirie, l-(4- 
Aminophenyl)-8-amino-3,5-dih>^ 

benzodiazepine, 1 -(4-Aminophenyl)-8^amino-3,5-dihydro-4-methyl-3- 
methylcarbamoyl-7-methylthio-5//-2 5 3-b^nzodiazepine, l-(4-Aminophenyl)-8- 
amino-3,5-dihydro-4-methyl-3-ethylcarbamoyl-7-methylthio-5//-2,3- 
benzodiazepine, 1 -(4-Aminophenyl)-8-amino^3,5-dihydro-4-methyl-3- 
propylcarbamoyl-7-methylthio-5//-2,3-benzodia^epine, l-(4-Aminophenyl)-8- 
amino-3,5-dihydro-4-methyl-3-butylcarbamoyl-7-methylthio-5//-2,3- 
benzodiazepine, l-(4-Aminophenyl)-3,5-dihydro-4-methyl-3-acetyl-8-methylthio- 
5#-2,3-benzodiazepine, 1 -(4-Aminophenyl)-3,5-dihydro^4-methyl-3- 
methylcarbamoyl-8-methylthio-5//-2,3-benzodiazepine, l-(4-Aminophenyl)-3,5- 
dihydro-4-methyl-3-ethylcarba^ l-(4- 
Aminophenyl)-3,5-dihydro-4-methyl-3-propylcarbamoyl-8-meth)dthio-5^^ 
benzodiazepine, l-(4-Aminophenyl)-3,5-dihydro-4-methyl-3-butylcarbamoyl-8- 
methylthio-5//-2,3-benzodiazepine, l-(4-Aminophenyl)-7-amino-3,5-dihydro-4- 
methyl-3-acetyl-8-methylthio-5//-2,3-benzodiazepine 5 l-(4-Aminophenyl)-7-amino- 
3,5-dihydro-4-methyl-3-methylcarbamoyl-8-methylthio-5//-2,3-benzodiazepine, 1- 
(4-Aminophenyl)-7-amino-3,5-dihydro-4-methyl-3-ethylcarbamoyl-8-methylm^ 
5#-2,3-benzodiazepine, l-(4-Aminophenyl)-7-amino-3,5-dihydro-4-methyl-3- 
propylcarbamoyl-8-methylthio-5//-2,3-benzodiazepine, and 1 -(4- Aminophenyl)-7-\ 
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amino : ^-dibydrQ^^T^thyl-3-butylcarbamoyl-8-methylth 
benzodiazepine. 

14. The method of claim 13 wherein the disorder is selected from the group 
consisting of neurological, neuropsychological, neuropsychiatric, neurodegenerative, 
neuropsychopharmacological and functional disorders. 

15. The method of claim 10 wherein the disorder is selected from the group 
consisting of neurological, neuropsychological, neuropsychiatric, neurodegenerative, 
neuropsychopharmacological and functional disorders. 




16. A compound of Formula II: 



R 5 R 6 r7 




wherein 



R 1 , R 2 , R 3 and R 4 are independently 
H, 
HO, 
R 13 0-, 

halogen (F, CI, Br), 
Cl-C3-alkyl, 
CF 3) . 
R 14 C0 2 -, 
R 14 0 2 C-, 
R 14 CO-, 
R 14 CONH-, 
R 14 NHCO-, 



R 14 NHC0 2 -, 
R l4 OCONH-, 
R ,4 0 2 S-, 
R 14 OS-, or 
R I5 R 16 N-; or 

R 1 and R 2 , or R 2 and R 3 , or R 3 and R 4 taken together can be 
\ 

-SCH 2 S-, 
-SCffeO-, 
-OCH 2 ^-, 

-SCH2CH2S-, 

\ 

-SCH 2 CH 2 a or 
-OCH 2 CH 2 S-;V 

one of four substitutents\f R 1 , R 2 , R 3 and R 4 must be Cl-C3-alkoxy or Cl- 
C3-alkylthio group; 

S ft 7 \ 

R J , R, and R' are independently 
H, 

Cl-C6-alkyl, 

C3-C6-alkenyl, 

C3-C6-cycloalkyl, or 

phenyl or substituted phenyl, wherein the phenyl is substituted with 
one or two substituents, Cl-C3-alkyl, halogen (F, CI, Br), R 13 0-, CF 3 -, 
R 14 0 2 S-, R 14 OS-, R 14 CO, R ,4 C0 2 -, R 14 0 2 C-, Rj 4 CONH-, R l4 NHCO; or 
R 5 and R 6 taken together can be C3-C6-cycloalkyl k 
R 13 isCl-C3-alkyl; 
R 14 isHorCl-C3-alkyl; 
R 15 and R 16 are independently 

H, 

Cl-ClO-alkyl, 
C 1 -C6-perfluoroalkyl, 
C3-C10-alkenyl, or 
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C3-C6-cycloalkyl; or 
R 15 and R 16 taken together can be C3-C6-cycloalkyl; 
R 17 is Cl-C6-alkyl, C3-C6-alkenyl, or C3-C6-cycloalkyl; 
' 18 and R 19 are independently 
H, 

halogen (F, CI, Br), 
:i-C3-alkyl, 

R \* 
CF 3 -W 

R l4 COA 

\ 

R 20 and R 21 are independently 
H, 

R 15 R 16 N- 5 
R 15 HNC(NH)-, or\ 
R 14 CONH-; 



and pharmaceutically acceptable salts thereof; 

wherein R 20 and R 21 cannot botla^be H. 

17. The compound of claim 16 of Formula II wherein 
one of four substitutents of R 1 , R 2 , R 3 and R^must be Cl-C3-alkylthio or C1-C3- 
alkoxy group, the other substituents are independently H, R 13 0-, R 13 S- ? halogen (F, 
Cl,Br),orCl-C3-alkyl; \ 
R 2 and R 3 taken together can be -SCH 2 S- 5 -SCH 2 Ovor -OCH 2 S-; 



R 20 and R 21 are independently H, H 2 N- ? or CH 3 CONH-;^and pharmaceutically 
acceptable salts thereof. 

18. The compound of claim 17 further comprising a ^pharmaceutically 
acceptable carrier. 

19. The compound of claim 18 in a dosage form comprising a therapeutically 

\ 

effective amount of the compound for treating a disorder in a patient^ssociated with 
excessive activation of the a-amino-3-hydroxy-5-methyl-4-isooxazoleproprionic 
acid (AMP A) subtype of the ionotropic excitatory amino acid (EAA) receptors. 
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20. The compound of claim 17 of Formula II selected from the group 
cfyisisting of 

l-(4-Aminophenyl)-4-methyl-7-methoxy-5//-2,3-benzodiazepine, l-(4- 
Aminophenyl)-8-amino-4-methyl-7-methoxy-5//-2,3-benzodiazepine, 1 -(4- 
Aminophenyl)-4-methyl-8-methoxy-5^-2,3-benzodiazepine, l-(4-Aminophenyl)-7- 
amino-4-metI^yl-8-methoxy-5//-2,3-benzodiazepine, l-(4-Aminophehyl)-4-methyl- 
7-methylthio-5/f^2,3-benzodiazepine, l-(4-Aminophenyl)-8-amino-4-methyl-7- 
methylthio-5#-2,3-benzodiazepine, l-(4-Aminophenyl)-4-methyl-8-methylthio-5//- 
2 ,3-benzodiazepine, and 1 -(4-Aminophenyl)-7-amino-4-methyl-8-methylthio-5//- 
2,3-benzodiazepine. \ 

21. The compound of claim 20 further comprising a pharmaceutically 
acceptable carrier. \^ 

22. The compound of claim 21 in a dosage form comprising a therapeutically 

\ 

effective amount of the compound for treating a disorder in a patient associated with 

excessive activation of the a-amino-3-^ydroxy-5-methyl-4-isooxazoleproprionic 

\ 

acid (AMP A) subtype of the ionotropic excitatory amino acid (EAA) receptors. 

23. The compound of claim 16 furthervcomprising a pharmaceutically 
acceptable carrier. \ 

24. The compound of claim 23 in a dosage form comprising a therapeutically 
effective amount of the compound for treating a disorder in a patient associated with 
excessive activation of the a-amino-3-hydroxy-5-meth^4-isooxazoleproprionic 



acid (AMP A) subtype of the ionotropic excitatory amino acid (EAA) receptors. 

\ 

25. A method for treating a patient having a disorder associated with 

\ 

excessive activation of the a-amino-3-hydroxy-5-methyl-4-isooxazoleproprionic 

\ 

acid (AMP A) subtype of the ionotropic excitatory amino acid (EAA\receptors, the 
method comprising administering to the patient, in an effective amoun\jo alleviate 
the symptoms of the disorder, a compound of Formula II: 
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-SCH 2 S-, 
-SCH2O-, 
-OCH2S-, 



♦ 



— SCH2CH2S-, 

-SCH 2 CH 2 0-, or 
-OCH2CH2S-; or 

one of four substitutents of R 1 , R , R 3 and R 4 must be Cl-C3-alkoxy or Cl- 
C3-alkylthfo group; 

R 5 , R.\and R 7 are independently 



Cl-iStf-alkyl, 
C3-Co\akenyl, 
C3-C6-cybk)alkyl, or 

phenyl or substituted phenyl, wherein the phenyl is substituted with 
one or two substituentsV:i-C3-alkyl, halogen (F, CI, Br), R 13 0-, CF 3 -, 
R ,4 0 2 S-, R 14 OS-, R ,4 CO V 4 C0 2 -, R 14 0 2 C-, R 14 CONH-, R ,4 NHCO; or 



an\>€ 



R 5 and R 6 taken together can^be C3-C6-cycloalkyl; 
R 13 isCl-C3-alkyl; 
R 14 isHorCl-C3-alkyl; 
R 15 and R 16 are independently 
H, 

Cl-ClO-alkyl, 

C 1 -C6-perfluoroalkyl, 

C3-C10-alkenyl, or 

C3-C6-cycloalkyl; or 
R 15 and R 16 taken together can be C3-C6-cycloalkyl; 
R 17 is Cl-C6-alkyl, C3-C6-alkenyl, or C3-C6-cycloalk\l; 
R 18 and R 19 are independently 

H, 

halogen (F, CI, Br), 
Cl-C3-alkyl, 
R ,4 0-, 
CF 3 -, or 

53 



# 



R 14 C0 2 -; 
R 20 and R 21 are independently 
H, 

R 15 R 16 N-, 
^ 5 HNC(NH)-, or 
R^CONH-; 
and pharmaceuticallyNacceptable salts thereof; 

wherein R 20 an<TR^' cannot both be H, 
in combination with a pharmaceutically acceptable carrier. 

26. The method of claini 25 wherein, in the compound of Formula II, 
one of four substitutents of R 1 , R\R 3 and R 4 must be Cl-C3-alkylthio or C1-C3- 
alkoxy group, the other substituents are independently H, R 13 0-, R 13 S-, halogen (F, 
CI, Br), orCl-C3-alkyl; 

R 2 and R 3 taken together can be -SCH 2 S-, x ^SCH 2 0-, or -OCH 2 S-; 
R 20 andR 21 are independently H, H2N-, or CH3CONH-; and pharmaceutically 



acceptable salts thereof. 

27. The method of claim 26 wherein the disorder is selected from the group 
consisting of neurological, neuropsychological, neuropsychiatry, neurodegenerative, 
neuropsychopharmacological and functional disorders. 

28. The method of claim 26 wherein the compound of Formula II is selected 

from the group consisting of \^ 

1 -(4-Aminophenyl)-4-methyl-7-methoxy-5//-2 ,3-benzodiazepine, 1 -(4- 

\ 

Aminophenyl)-8-amino-4-methyl-7-methoxy-5//-2,3-benzodiazepine, l-(4- 

Aminophenyl)-4-methyl-8-methoxy-5//-2,3-benzodiazepine 5 l-(4-Aminophenyl)-7- 

\ 

amino-4-methyl-8-methoxy-5/7-2,3-benzodiazepine, l-(4-Aminophenyb)-4-methyl- 

\ 

7-methylthio-5//-2,3-benzodiazepine, l-(4-Aminophenyl)-8-amino-4-methyl-7- 

\ 

methylthio-5//-2,3-benzodiazepine, l-(4-Aminophenyl)-4-methyl-8-methyltnio-5//- 
2,3-benzodiazepine, and 1 -(4-Aminophenyl)-7-amino-4-methyl-8-methylthio-5X(- 
2,3-benzodiazepine. 
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29. The method of claim 28 wherein the disorder is selected from the group 
consisting of neurological, neuropsychological, neuropsychiatry, neurodegenerative, 
neuropsychopharmacological and functional disorders. 

30. The method of claim 25 wherein the disorder is selected from the group 
consisting of neurological, neuropsychological, neuropsychiatry, neurodegenerative, 
neuropsychopharmacological and functional disorders. 
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